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Data Sheet

BIOLOGICAL ACTIVITY:
 Lixivaptan (VPA-985, WAY-VPA 985) is an orally active and selective vasopressin receptor V2 antagonist, with IC50 values of 1.2 
and 2.3 nM for human and rat V2, respectively. IC50 & Target: IC50: 1.2 nM (human V2), 2.3 nM (rat V2)[1] In Vitro: Lixivaptan 
displays competitive antagonist activity at V2 receptors[1]. In Vivo: In conscious dogs, water-loaded with 30 mL/kg (po) and arginine 
vasopressin (AVP)-treated (0.4 µg/kg in oil, sc), lixivaptan (1, 3, and 10 mg/kg po) increases Uvol over the AVP-treated vehicle group 
by 438, 1018, and 1133%, respectively, while Uosm decreases from 1222 mOsm/kg (water-loaded and AVP treated vehicle) to 307, 
221, and 175 mOsm/kg, respectively. In homozygous Brattleboro rats lacking AVP, lixivaptan at 10 mg/kg po (i.e., 10 times the dose 
producing V2 antagonist activity) b.i.d. for 5 days, shows a sustained antagonist action without evidence of agonist effects. In a 
randomized double-blind placebo-controlled ascending single dose study, patients (deprived of fluids overnight before dosing) are 
dosed orally with 30, 75, or 150 mg of lixivaptan. All three doses increase urine flow and serum sodium concentrations and produced 
significant dose-related decreases in urinary osmolality[1]. Phase II clinical trials in patients with congestive heart failure, liver cirrhosis 
with ascites or syndrome of inappropriate antidiuretic hormone have demonstrated that lixivaptan increases water clearance without 
affecting renal sodium excretion or activating the neurohormonal system[2].
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CAIndexNames:
 Benzamide, N-[3-chloro-4-(5H-pyrrolo[2,1-c][1,4]benzodiazepin-10(11H)-ylcarbonyl)phenyl]-5-fluoro-2-methyl-

SMILES:
 O=C(C1=C(Cl)C=C(NC(C2=CC(F)=CC=C2C)=O)C=C1)N(C3)C4=CC=CC=C4CN5C3=CC=C5

Product Name: Lixivaptan
Cat. No.: CS-7512
CAS No.: 168079-32-1
Molecular Formula: C27H21ClFN3O2

Molecular Weight: 473.93
Target: Vasopressin Receptor
Pathway: GPCR/G Protein
Solubility: DMSO : ≥ 150 mg/mL (316.50 mM)
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Caution: Product has not been fully validated for medical applications. For research use only.
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